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Patent Claims 



1 . Compounds of the formula I 




in which 



15 



20 



25 



30 



35 



R 
R 1 



Ph 



R 4 , R 5 , 
R 4 and R 5 



denotes H, A, A-CO-, Hal, -ChC-H, -C=C-A or -C=C- 
C(=0)-A, 

denotes H, =0, Hal, A, OH, OA, A-COO-, Ph-(CH 2 ) n - 
COO-, cycloalkyl-(CH 2 ) n -COO-, A-CONH-, A-CONA-, 
Ph-CONA-, N 3 , NH 2 , N0 2 , CN, COOH, COOA, CONH 2 , 
CONHA, CON(A) 2 , O-allyl,. O-propargyl, O-benzyl, =N- 
OH, =N-OA or =CF 2 , 

denotes phenyl which is unsubstituted or mono-, di- or 
trisubstituted by A, OA or Hal, 
denotes H, Hal or A, 

denotes a monocyclic saturated, unsaturated or aro- 
matic heterocycle having 1 to 4 N, O and/or S atoms, 
which may be unsubstituted or mono-, di- or trisubsti- 
tuted by Hal, A, OA, CN, (CH 2 ) n OH, (CH 2 ) n Hal, NR 4 R 5 , 
=NH, =N-OH, =N-OA and/or carbonyl oxygen (=0), 
orCONR 4 R 5 , 

independently of one another, denote H or A, 
together also denote an alkylene chain having 3, 4 or 5 
C atoms, which may also be substituted by A, Hal, OA 
and/or carbonyl oxygen (=CO), 
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A denotes unbranched, branched or cyclic alkyl having 

1-10 C atoms, in which 1-7 H atoms may also be 
replaced by F and/or chlorine, 
5 Hal denotes F, CI, Br or I, 

n denotes 0, 1, 2, 3 or 4, 

and pharmaceutical^ usable derivatives, salts, solvates and stereo- 
isomers thereof, including mixtures thereof in all ratios. 

10 . 

2. Compounds according to Claim 1 , in which 
R denotes Hal or -C=C-H, 

and pharmaceutically usable derivatives, salts, solvates and stereo- 
isomers thereof, including mixtures thereof in all ratios. 

15 

3. Compounds according to Claim 1 or 2, in which 

R 3 denotes a monocyclic saturated, unsaturated or aromatic 

' heterocycle having 1 to 4 N, O and/or S atoms, which may 
20 be unsubstituted or mono-, di- or trisubstituted by Hal, A, 

OA, =NH and/or carbonyl oxygen (=0), 
orCONR 4 R 5 . 
R 4 , R 5 , independently of one another, denote H or A, 
R 4 and R 5 together also denote an alkylene chain having 3, 4 or 5 C 

25 

atoms, 

and pharmaceutically usable derivatives, salts, solvates and stereo- 
isomers thereof, including mixtures thereof in all ratios. 

30 « ' 

4. Compounds according to one or more of Claims 1-3> in which 

R 3 denotes 2-oxopiperidin-1-yl, 2-oxopyrrolidin-1-yl, 2-oxo-1H- 

pyridih-1-yl, 3-oxomorpholin-4-yl, 4-oxo-1H-pyridin-1-yl, 
2-oxo-1H-pyrazin-1-yl, 2-oxoimidazolidin-1-yl, 2-imino- 
35 piperidin-1 -yl,' 2-iminopyrrolidin-1 -yi, 3-iminomorpholin-4-yl, 

2-iminoimidazolidin-1-yl, 2Hmino-1/-/-pyrazin-1-yl, 2,6- 
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dioxopiperidin1-yl, 2-oxopiperazin-1-yl, 2,6-dioxopiperazin- 
1-yl, 2,5-dioxopyrrolidin-1-yl, 2-oxo-1,3-oxazolidin-3-yl, 
3-oxo-2H-pyridazin-2-yl, 2-caprolactam-1-yl (= 2-oxoaze- 
pan-1-yl), 2-azabicyclo[2.2.2]-octan-3-on-2-yl, 5,6-dihydro- 
1H-pyrimidin-2-oxo-1-yl, 2-oxo-1 ,3-oxazinan-3-yl, 4H-1,4- 
oxazin-4-yl, fury!, thienyl, pyrrolyl, imidazolyl, pyrazolyl, 
oxazolyl, isoxazolyl, thiazolyl, isothiazolyl, pyridyl, pyrimi- 
dinyl, triazolyl, tetrazolyl, oxadiazolyl, thiadiazolyl, pyrida- 
zinyl or pyrazinyl, . 

optionally mono- or dis.ubstituted by Hal and/or A, 
or ■ 

conr 4 r 5 , 

R 4 , R 5 , independently of one another, denote H or A, 
R 4 and R 5 together also denote an alkylene chain having 3, 4 or 5 C 
atoms, 

and pharmaceutically usable derivatives,, salts, solvates and stereo- 
isomers thereof, including mixtures thereof in all ratios. 

Compounds according to one or more of Claims 1-4, in which 
R 1 denotes H, =0, OH, OA, A-COO-, Ph-(CH 2 ) n -COO-, 

cycloalkyl-(CH2)n-COO-, 
Ph denotes unsubstituted phenyl, 

and pharmaceutically usable derivatives, salts, solvates and stereo- 
isomers thereof, including mixtures thereof in all ratios. 

Compounds according to one or more of Claims 1-5, in which 
R denotes Hal or -C=C-H, 

R 1 denotes H, =0, OH, OA, A-COO-, Ph-(CH 2 ) n -COO-, 

cycloalkyl-(CH 2 ) n -COO-, 
Ph denotes unsubstituted phenyl, 

R 2 denotes H, Hal or A, 
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R 3 denotes 2-oxopiperidin-1-yl, 2-oxopyrrolidin-1-yl, 2-oxo- 

IH-pyridin-1-yl, 3-oxomorpholin-4-yl, 4-oxo-1H-pyridin-1- 
yl, 2-oxo-1H-pyrazin-1-yl, 2-oxoimidazolidin-1-yl, 2- 
iminopiperidin-1-yl, 2-iminopyrrolidin-1-yl, 3-iminomor- 
pholin-4-yI, 2-iminoimidazolidin-1-yl, 2-imino-1H-pyrazin- 
1 -yl , 2,6-dioxopiperidin1-yl, 2-oxopiperazin-1-yi, 2,6- 
. dioxopiperazin-1-yl, 2,5-dioxopyrrolidin-1-yl, 2-oxo-1,3- 
• oxazolidin-3-yl, 3-oxo-2H-pyridazin-2-yl, 2-caprolactam- 
1-yl (= 2-oxoazepan-1-yl), 2-azabicyclo[2.2.2]-octan-3- 
on-2-yl,. 5,6-dihydro-1 H-pyrimidin-2-oxo-1 -yl, 2-oxo-1 ,3- 
oxazinan-3-yl, 4H-1 ,4-oxazin-4-yl, furyl, thienyl, pyrrolyi, 
imidazolyl, pyrazolyl, oxazolyl, isoxazolyl, thiazolyl, iso- 
thiazolyl, pyridyl, pyrimidinyl, triazolyl, tetrazolyl, oxadi- 
azolyl, thiadiazolyl, pyridazinyl or pyrazinyl, 
optionally mono- or disubstituted by Hal and/or A, 
or 

CONR 4 R 5 , 

20 R 4 , R 5 , independently of one another, denote H or A, 

R 4 and R 5 together also denote an alkylene chain having 3, 4 or 5 
C atoms, 

and pharmaceutical^ usable derivatives, salts, solvates and stereo- 
isomers thereof, including mixtures thereof in all ratios. 

Zo 

7. Compounds according to one or more of Claims i-6, in which 

R 3 denotes 2-oxopiperidin-1-yl, 2-oxopyrrolidin-1-yl, 2-oxo-IH- 

pyridin-1-yl, 3-oxomorpholin-4-yl, 4-oxo-1H-pyridin-1-yl, 
2-oxo-1 H-pyrazin-1 -yl, 2-oxoimidazolidin-1 -yl, 2-imino- 
piperidin-1-yl, 2-iminopyrrolidin-1-yl, 3-iminomorpholin-4-yl, 
2-iminoimidazolidin-1-yI, 2-imino-1H-pyrazin-1-yl, 2,6- 
dioxopiperidin1-yl, 2-oxopiperazin-1-yi, 2,6-dioxopiperazin- 
35 1 -yl, 2,5-dioxopyrrolidin-1 -yl, 2-oxo-1 ,3-oxazolidin-3-yl, 3- 

oxo-2H-pyridazin-2-yl, 2-caprolactam-1-yl (= 2-oxoazepan- 
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1- yi), 2-azabicyclo[2.2.2]-octan-3-on-2-yl, 5,6-dihydro-1H- 
pyrimidin-2-oxo-1-yl, 2-oxo-1 ,3-oxazinan-3-yl or4H-1,4- 
oxazin-4-yl, 

optionally mono- or disubstituted by Hal and/or A, 
and pharmaceutical^ usable derivatives, salts, solvates and stereo- - 
isomers thereof, including mixtures thereof in all ratios. 

8. Compounds according to one or more of Claims 1-7, in which 

R 3 denotes 2-oxopiperidin-1-yl, 2-oxopyrrolidin-1-yl, 2-oxo-1H- 

pyridin-1-yl, 3-oxomorpholin-4-yl, 4-oxo-1 H-pyridin-1-yl, 

2- oxo-1/-/-pyrazin-1-yl, 2-oxoimidazolidin-1-yl, 2,6-di- 
oxopiperidin1-yl, 2-oxopiperazin-1-yl, 2,6-diQXO.piperazin-l- 
yl, 2,5-dioxopyrrolidin-1-yl, 2-oxo-1 ,3-oxazoIidin-3-yl, 3- 
oxo-2H-pyridazin-2-yi, 2-caprolactam-1-yl (= 2-oxoazepan- 
1-yl), 2-azabicycIo[2.2.2]-octan-3-on-2-yl, 5,6-dihydro-1H- 
pyrimidin-2-oxo-1 -yl, 2-oxo-1 ,3-oxazinan-3-yl or 4H-1 ,4- 
oxazin-4-yl, 

20 and pharmaceutically usable derivatives, salts, solvates and stereo- 

isomers thereof, including mixtures thereof in all ratios. 



15 



25 



9. Compounds according to one or more of Claims 1-8, in which 
R denotes Hal or -C=C-H, 

R 1 denotes H, =0, OH, OA, A-COO-, Ph-(CH 2 ) n -COO-, 

cycloalkyl-(CH 2 ) n -COO-, 
Ph denotes unsubstituted phenyl, 

R 2 - denotes H, Hal or A, 

30 r 

R denotes 2-oxopiperidin-1-yl, 2-oxopyrrolidin-1-yl, 2-oxo- 

1/-/-pyridin-1-yi, 3-oxomorpholin-4-yl, 4-oxo-1/-/-pyridin-1- 
yl, 2-oxo-1H-pyrazin-1-yl, 2-oxoimidazolidin-1-yl, 2,6- 
' dioxopiperidin1-yl, 2-oxopiperazin-1-yl, 2,6-dioxopipera- 
35 zin-1 -yl, 2,5-dioxopyrrolidin-1 -yl, 2-oxo-1 ,3-oxazolidin-3- 

yl, 3-oxo-2H-pyridazin-2-yl, 2-caprolabtam-1-yi (= 2-oxo- 
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azepan-1-yi), 2-azabicycio[2.2.2]-octan-3-on-2-yi, 5,6- 

dihydro-1H-pyrimidin-2-oxo-1-yl, 2-oxo-1 ,3-oxazinan-3-yl 

or 4H-1 ,4-oxazin-4-yl, 
A denotes unbranched, branched or cyclic alkyl having 

1-10 C atoms, in which 1-7 H atoms may also be 

replaced by F and/or chlorine, 
Hal denotes F, CI, Br or I, 

n denotes 0, 1, 2, 3 or 4, 

and pharmaceutical^ usable derivatives, salts,, solvates. and stereo- 
isomers thereof, including mixtures thereof in all ratios. 



10. Compounds according to Claim 1 selected from the group 
15 1 -N-[(4-ethynylphenyl)]-2-N-{[3-chloro-4-(3-oxomorpholin-4- 

yi)phenyl]}pyrazolidine-1,2-dicarboxamide, 

1-N_[(4-chlorophenyl)]-2-N-{[3-chloro-4-(3-oxomorpholin-4-yl)- 
phenyl]}pyrazolidine-i ,2-dicarboxamide, 
20 1 -N-[(4-chlorophenyi)]-2-N-{[4-(3-oxomorpholin-4-yl)phenyl]H- 

hydroxypyrazolidine-1 ,2-dicarboxamide, 

1-N-[(4-chlorophenyl)]-2-N-{^ 
hydroxypyrazolidine-1,2-dicarboxamide, 

1 -N-[(4-chlorophenyl)]-2-N-{[4-{2-oxopiperidin-1 -yi)phenyl]}-4- 
hydroxypyrazolidine-1 ,2-dicarboxamide, 

1_N-[(4-chlorophenyi)]-2-N-{[3-methyl-4-(3-oxomorpholin-4-yl)- 
phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1_N-[(4-chlorophenyl)]-2-N-{[3-methyl-4-(2-oxopyrrolidinyl)- 
phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

-l-N-[(4-chlorophenyi)]-2-N-{[3-fiuoro-4-(3-oxomorpholin-4-yl)- 
phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-chlorophenyl)]-2-N-{[3-chloro-4-(3-oxomorpholin-4-yl)- 
35 phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 
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1 -N-[(4-chiorophenyl)]-2-N-{[3-fIuoro-4-(2-oxopyrroiidinyl)- 
phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1-N-[(4-chlorophenyl)]-2-N-{[3-chioro^-(2^xo-2H-pyridin-1-yl.)- 
phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1-N-[(4-chlorophenyl)]-2-N-{[4-(2-azabicyclo[2.2.2]-oct^ 
yl)phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1-N-[(4-chlorophenyi)]-2-N-{[3-trifluoromethyi-4-{2-azabicycio- 
[2.2.2]-octan-3-on-2-yl)phenyl]}»4-hydroxypyrazolidine-1 ,2-dicarbox- 
amide, 

1_N-[(4-chlorophenyl)]-2-N-{[3-chloro-4-(2-azabicycio[2.2.2]- 
octan-3-on-2-yl)phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 
1 -N-[(4-chlorophenyl)]-2-N-{[4-(2-oxo-2H-pyridin-1 -yl)phenyi]}- 
pyrazolidine-1 ,2-dicarboxamide, 
1 5 i~N-[(4-chlorophenyl)]-2-N-{[3-methyl-4-(3-oxomorpholin-4-yl)- 
phenyl]}pyrazolidine-1 ,2-dicarboxamide, 

1-N-[(4-chlorophenyi)]-2-N-{[3-fIuoro-4-(3-oxomorpholin^ 
phenyl]}pyrazotidine-1 ,2-dicarboxamide, 
20 - 1-N-[(4-chiorophenyl)^ 

phenyl]}pyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-chlorophenyl)]-2-N-{[3-chioro-4-(2-azabicycio[2.2.2]- 
octan-3-on-2-yi)phenyl]}pyrazolidine-1 ,2-dicarboxamide, 

1 -N-[(4-chlorophenyl)]-2-N-{[3-methyl-4-(2-oxopyrrolidinyi)- 
phenyl]}pyrazolidine-1 -2-dicarboxamide, 

1-N-[(4-chloropheny!)]-2-N^^ 
oxopyrazoiidine-1 ,2-dicarboxamide, 

. 1 -N-[(4-chlorophenyl)]-2-N-{[4-{2-oxopiperidinyi)phenyl]}pyra- 

30 zolidine-1 ,2-dicarboxamide, 

1-N-[(4-chlorophenyl)]-2-N-{[4-(3-oxomorpholin-4-yi)phenyl]> 
pyrazolidine-1 ,2-dicarboxamide, 

1 -N-[(4-chlorophenyi)]-2-N-{[2-f1uoro-4-(3-oxomorpholin-4-yi)- 
35 phenyl]}pyrazolidine-1 ,2-dicarboxamide, 
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1_N-[(4-chlorophenyl)]-2-N-{[3-trifIuoromethyl-4-(2-azabicyclo- 
[2.2.2]-octan-3-on-2-yl)phenyl]}pyrazolidine-1,2-dicarboxamide, 

1-N-[(4-chlorophenyl)]-2-N-{[4-(2-azabicyclo[2.2.2]-octan-3-on-2- 

yl)phenyl]}pyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-chlorophenyl)]-2-N-{[4-(2-oxo-1,3-oxazinan-3-yl)phenyl]}- 

pyrazolidine-1 ,2-dicarboxamide, 

-|.N-[(4-ethynylphenyl)]-2-N-{[4-(2-oxo-2H-pyridin-1-yl)phenyl]}- 

pyrazolidine-1 ,2-dicarboxamide, 

1.|s|.[(4-ethynylphenyl)]-2-N-{[3-methyl-4-(3-oxomorpholin-4-yl)- 

phenyl]}pyrazolidine-1 ,2-dicarboxamide, 

-l_N-[(4-ethynylphenyl)]-2-N-{[3-chloror4-(3-oxomorpholin-4-yl)- 
phenyl]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

' i-N-[(4-ethynylphenyi)]-2-N-{[4-(2-oxo-2H-pyridin-1-yl)phenyi]}- 

4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

i-N-[(4-ethynylphenyl)]-2-N-{[3-methyl-4-(3-oxomorpholin-4-yl)- 

phenyI]}-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-ethynylphenyl)]-2-N-{[3-chloro-4-(3-oxomorpholin-4-yi)- 

pheny!]}-(R)-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

-l.N-[(4-ethynylphenyl)]-2-N-{[4-(2-oxo-2H-pyridin-1-yl)phenyl]}- 

(R)-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-ethynylphenyl)]-2-N-{[3-methyl-4-(3-oxomorpholin-4-yl)- 
phenyl]}-(R)-4-hydroxypyrazolidine-1,2-dicarboxamide, 

1.N-[(4-ethynylphenyl)]-2-N-{[3-chloro-4-(3-oxomorpholin-4-yl)- 
phenyl]}-(S)-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-ethynyiphenyl)]-2-N-{[4-(2-oxo-2H-pyridin-1-yl)p_henyl]}- 
(S)-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

-|.N-[(4-ethynylphenyl)]-2-N-{[3-methyl-4-(3-oxomorpholin-4-yl)- 

phenyl]H s )- 4 - h y drox yPy razolidine "' 1 '.2-dicarboxamide, 

-|-N-[(4-ethynylphenyl)]-2-N-{[3-chloro-4-(3-oxomorphoiin-4-yl)- 

phenyl]}-4-acetoxypyrazolidine-1 ,2-dicarboxamide, 

-! -N-[(4-ethynylphenyl)]-2-N-{[4-(2-oxo-2H-pyridin-1 -yl)phenyl]}- 

4-benzylcarbonyioxypyrazolidine-1 ,2-dicarboxamide, 
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1-N-[(4-ethynylphenyl)]-2-N-{[3-methyt-4-(3-oxomorphoiin-4-yl^ 
phenyl]}-4-benzoyloxypyrazoIidine-1 ,2-dicarboxamide, 

1-N-[(4-ethynylphenyl)]-2-N-^ 
phenyi]}-4-terf-butylcarbonyioxypyrazolidine-1 ,2-dicarboxamide, 
5 1 -N-[(4-ethynylphenyl)]-2-N-{[4-(2-oxo-2H-pyridin-1 -yl)pheny!]}- 

4-isobutylcarbonyloxypyrazolidine-1 ,2-dicarboxamide, 

1 -N-[(4-ethynylphenyi)]-2-N-{[3-methyI-4-(3-oxomorpholin-4-ylV 
phenyl]}-4-cycIohexylmethylcarbonyloxypyrazoiidine-1,2-dicarbox- 

10 amide, 

^ 1-N-[(4-ethynylphenyl)]-2-N-p^ 
phenyI]}-4-cyclopentyIcarbonyIoxypyrazolidine-1 ,2-dicarboxamide, 

1-N-[(4-ethynylphenyO 
4-cyclopropylmethylcarbonyloxypyrazoIidine-1 ,2-dicarboxamide, 
15 1 -N-[(4-ethynylphenyi)]-2-N-{[3-methyi-4-(3-oxomorpholin-4-yl)- 

phenyl]}-4-cyclobutylcarbonyIoxypyrazoIidine-1 ,2-dicarboxamide, 

1-N-[(4-bromophenyI)]-2-N-{[4-(2-oxo-2H-pyridin-1-yl)phenyi]}- 
pyrazolidine-1 ,2-dicarboxamide, 
20 1-N-[(4-bromophenyl)]-2-N-{^ 

hydroxypyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-bromophenyl)]-2-N-{[4-(2-oxo-2H-pyridin-1-yl)phenyl]}- 
(S)-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

1.N-[(4-bromopheny!)]-2-N-{[4-(2-oxo-2H-pyridin-1-yl)phenyl]}- 

25 

(R)-4-hydroxypyrazolidine-1 ,2-dicarboxamide, 

and pharmaceuticaliy usable derivatives, salts, solvates and stereo- 
isomers thereof, including mixtures thereof in all ratios. 

Process for the preparation of compounds of the formula I according 
to Claims 1-10 and pharmaceuticaliy usable derivatives, salts, sol- 
vates and stereoisomers thereof, characterised in that 
a) a compound of the formula II 



30 

11. 

35 
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in which R has the meaning indicated in Claim 1 , 

is reacted with a chioroformate derivative to give an intermediate 
carbamate derivative, 

which is subsequently reacted with a compound of the. formula III- 



R 1 




R3 



in which 

R 1 , R 2 and R 3 have the meaning indicated in Claim 1, 

and, if R 1 denotes OH, the OH group is optionally in protected forn 

and subsequently, if desired, the OH-protecting group is removed, 

r ■ 

or 

b) a compound of the formula IV 



R2 




IV, 



in which R 2 and R 3 have .the meaning indicated in Claim 1 , - 

is reacted with a chioroformate derivative to give an intermediate 

carbamate derivative, 
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12. 
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13. 

25 

14. 
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35 



which is subsequently reacted with a compound of the formula III-2 



in which R and R 1 have the meaning indicated in Claim 1, 

and, if R 1 denotes OH, the OH group is optionally in protected form, 

and subsequently, if desired, the OH-protecting group is removed, 
and/or 

a base or acid of the formula I is converted into one of its salts. 

Compounds of the formula I according to one or more of Claims 1 to 
1 0 as inhibitors of coagulation factor Xa. 

Compounds of the formula I according to one or more of Claims 1 to 
10 as inhibitors of coagulation factor Vila. 

Medicaments. comprising at least one compound of the formula I 
according to one or more of Claims 1 to 10 and/or pharmaceuticaily 
usable derivatives, salts, solvates and stereoisomers thereof, 
including mixtures thereof in all ratios, and optionally excipients 
and/or adjuvants. 

Medicaments comprising at least one compound of the formula I 
according to one or more of Claims 1 to 10 and/or pharmaceuticaily 
usable derivatives, salts, solvates and stereoisomers thereof, 




III-2 
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15 



25 



30 



including mixtures thereof in all ratios, and at least one further 
medicament active ingredient. 

1 6. Use of compounds according to one or more of Claims 1 to 1 0 and/or 
physiologically acceptable salts and solvates thereof for the prepara- 
tion of a medicament for the treatment of thromboses, myocardial in- 
farction, arteriosclerosis, inflammation, apoplexy, angina pectoris, 
restenosis after angioplasty, ciaudicatio intermittens, migraine, 
tumours, tumour diseases and/or tumour metastases. 



17 Set (kit) consisting of separate packs of 

(a) an effective amount of a compound of the formula I according 
to one or more of Claims 1 to 10 and/or pharmaceutical^ usable 

. - derivatives, salts, solvates and stereoisomers thereof, including 
mixtures thereof in all ratios, 
and 

(b) an effective amount of a.further medicament active ingredk 
20 ent. 



1 8. Use of compounds of the formula I according to one or more of 
Claims 1 to 10 and/or pharmaceutically usable derivatives, salts, 
solvates and stereoisomers thereof, including mixtures thereof in all 
ratios, . 

for the preparation of a medicament for the treatment of thromboses, 
myocardial infarction, arteriosclerosis, inflammation, apoplexy, angina 
pectoris, restenosis after angioplasty, ciaudicatio intermittens, 
migraine, tumours, tumour diseases and/or tumour metastases, 
in combination with at least one further medicament active ingredient. 



19. 

35 



Intermediate compounds of the formula 111-1 
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111-1 



in which 

R 1 denotes H, =0, Hal, A, OR 6 , OA, A-COO-, Ph-(CH 2 ) n - 

COO-, cycIoalkyl-(CH 2 ) n -COO-, A-CONH-, A-CONA-, 
Ph-CONA-, N 3 , NH 2 , N0 2 , CN, COOH, COOA, CONH 2j 
CONHA, CON(A) 2t O-allyi, O-propargyl, O-benzyl, 
=N-OH, =N-OA, or =CF 2 , 
Ph denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by A, OA or Hal, 
R 2 denotes H, Hal or A, 

r 3 denotes a monocyclic saturated, unsaturated or aro- 

matic heterocycle having 1 to 4 N, O and/or S atoms, 
which may be unsubstituted or mono-, di- or trisubsti- 
20 tuted by Hal, A, OA, CN, (CH 2 ) n OH, (CH 2 ) n HaI, NR 4 R 5 , 

=NH, =N-OH, =N-OA and/or carbonyl oxygen (=0), ' 
CONR 4 R 5 , 

R 4 , R 5 , independently of one . another, denote H or A, 

R 4 and R 5 together also denote ah alkylene chain having 3, 4 or 5 
C atoms, which may also be substituted by A, Hal, OA 
and/or carbonyl oxygen (=00), 
R 6 denotes an OH-protecting group, 

A denotes unbranched, branched or cyclic alkyl having 

1-10 C atoms, in which 1-7 H atoms may also be 
replaced by F and/or chlorine, 
Hal denotes F, CI, Br or l f * 

n denotes 0, 1, 2, 3 or 4, 

35 and isomers and salts thereof. 
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20. Intermediate compounds according to Claim 19, 
in which 



R 1 denotes H, =0, OR 6 , OA, A-COO-, Ph-(CH 2 ) n -COO- or 

cycloalkyl-(CH 2 ) n -COO-, 
5 Ph denotes unsubstituted phenyl, 

R 2 denotes H, Hal or A, 

R 3 denotes 2-oxopiperidin-1-yl, 2-oxopyrrolidin-1-yi, 2-oxo- 



1 H-pyridin-1-yl, 3-oxomorphoiin-4-yi, 4-oxo-1H-pyridin-1- 
yl, 2-oxo-1H-pyrazin-1-y!, 2-oxoimidazolidin-1-yl, 2,6- 
dioxopiperidinl-yl, 2-oxopiperazin-1-yl, 2,6-dioxopipera- 
zin-1-yl, 2,5-dioxopyrrolidin-1-yl, 2-oxo-1 ,3-oxazolidin-3- 
yl, 3-oxo-2H-pyridazin-2-yl, 2-caprolactam-1-yl (= 2-oxo- 
azepan-1 -yl), 2-azabicyclo[2.2.2]-octan-3-on-2-yl, 5,6- 
dihydro-1 H-pyrimidin-2-oxo-1 -yl, 2-oxo-1 ,3-oxazinan-3-yl 
or 4H-1 ,4-oxazin-4-yl, 



R 6 denotes an OH-protecting group, 

A denotes unbranched, branched or cyclic alkyl having 

20 - 1-10 C atoms, in which 1-7 H atoms may also be 

replaced by F and/or chlorine, 
Hal , • denotes F, CI, Br or I, 
n denotes 0, 1 , 2, 3 or 4, 



_ _ and isomers and salts thereof. 

25 

21 . Intermediate compounds according to Claim 20, 
in which 

R 1 denotes H, =0 or OR 6 , 

30 R 2 denotes H, Hal or A, 

R 3 denotes 2-oxopiperidin-1-yl, 2-oxopyrrolidin-1-yl, 2-oxo- 

1H-pyridin-1-yi, 3-oxomorpholin-4-yl, 4-oxo-1H-pyridin-1- 
yl, 2-oxo-1H-pyrazin-1-yl, 2-6xoimidazolidin-1-yl, 2,6- 
35 dioxopiperidin1-yl, 2-oxopiperazin-1 -yl, 2,6-dioxopipera- 

zin-1-yl, 2,5-dioxopyrrolidin-1-yl, 2-oxo-1 ,3-oxazolidin-3- 
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A 



Hal 
n 



yl, 3-oxo-2/-/-pyridazin-2-yl, 2-caprolactam-1-yl (= 2-oxo- 

azepan-1-yl), 2-azabicyclo[2.2.2]-octan-3-on-2-yl, 5,6- 

dihydro-1H-pyrimidin-2-oxo-1-yl, 2-oxo-1 ,3-oxazinan-3- 

yl, 4H-1 ,4-oxazin-4-yl, 

denotes an aikylsiiy! protecting group, 

denotes unbranched, branched or cyclic alkyl having 

1-10 C atoms, in which 1-7 H atoms may also be 

replaced by F and/or chlorine, 

denotes F, CI, Br or I, 

denotes 0, 1,2, 3 or 4, 



and isomers and salts thereof. 
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22. Intermediate compounds of the formula III-2 



in which 
R 

R 1 



Ph 




III-2 



denotes H, A, A-CO-, Hal, -C=G-H, -C=C-A or 
-C=C-C(=0)-A, 

denotes H, =0, Hal, A, OR 6 , OA, A-COO-, Ph-(CH 2 ) n - 
COO-, cycloalkyl-(CH 2 )n-COO-, A-CONH-, A-CONA-, 
Ph-CONA-, N 3 , NH 2 , N0 2 , CN, COOH, COOA, CONH 2 , 
CONHA, CON(A) 2 , O-allyl, O-propargyl, O-benzyl, =N- 
OH, =N-OA or =CF 2> 

denotes phenyl which is unsubstituted or mono-, di- or 
trisubstituted by A, OA or Hal, 
denotes an OH-protecting group, 



35 
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A denotes unbranched, branched or cyclic alky I having 

1-10 C atoms, in which 1-7 H atoms may also be 
replaced by F and/or chlorine, 

Hal denotes F, CI, Br or I, 

n denotes 0, 1, 2, 3 or 4, 



where, if R 1 denotes H, R does not denote CI,, 
and isomers and salts thereof. 

r 

23. Intermediate compounds according to Claim 22, 
in which 



R denotes Hal or -C=C-H, 

R 1 denotes H, =Q, OR 6 , OA, A-COO-, Ph-(CH 2 ) n -COO- or 

cycloalkyl-(CH 2 )n-COO-, 
Ph denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by A, OA or Hal, 
R 5 denotes an OH-protecting group, 

A denotes unbranched, branched or cyclic alkyl having 

. 1-10 C atoms, in which 1-7 H atoms may also be 

replaced by F and/or chlorine, 
Hal denotes F, CI, Br or I, ^ . 

n denotes 0, 1, 2, 3 or 4, 



where, if R 1 denotes H, R does not denote CI, 
and isomers and salts thereof. 

23. Intermediate compounds according to Claim 22, 
in which 



R denotes Hal or -C=C-H, 

R 1 denotes H, =0 or OR 6 , 

R 6 denotes an alkylsilyl protecting group, 

- Hal denotes F, CI, Br or I, 



where, if R 1 denotes H, R does not denote CI, 
and isomers and salts thereof. 
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24. Intermediate compounds of the formula VI 
R 1 



c 



J m VI 



R 7 

in which 

R 1 denotes OH or OR 6 , 

R 6 denotes a silyl protecting group, 

R 7 denotes terf-butyloxycarbonyl (BOO) or benzyloxy- 

carbonyi (Z), 
and isomers thereof. 

25. Process for the preparation of compounds of the formula VI 

R 1 




N^ NH 



in which 



R 1 denotes OH or OR 5 , 
R 6 denotes a silyl protecting group, 
25 R 7 denotes fert-butyloxycarbonyl (BOC) or benzyloxycarbonyl 

(Z), . 
and isomers thereof, . 

obtainable by reaction of a compound of the formula VII 



R 7 -NHNH 2 VII, 
in which R 7 denotes BOC or Z, 



35 



with silyl-protected 1,3-dibromopropan-2-ol, 

and optionally subsequent removal of the protecting group. 



